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OH O 



l<t5] 




in 



OH 

U R 1 & J; lfR 2 <7) — 7 x ~j\s3£(7) t §(iffi^r{i 

[-fb2] 

OR" O 




OR' 



§itS^-^5^. ^(1 I I] 
Ut3] 



C(OR") 2 [HI] 



fc-rsct^^t -r s hrss ( i —a) 

[€4 ] 

oh o 



[l-a] 



m. 

[18*83] sum 




OR" O 




HO 1 



OR' 

sfc«t maw oa@iwfciiFSL3 s« 

[fc6] 

OH O 




.^5 

OH 



[l-b] 



[000 1] 
[0002] 

[0003] is*. wBmwm.* mf&m&uim 

V— (Glucose toxicity theory)#4gi^§ilT^i>o 

Bffim* 0 tst^O i><KX'hh VJT< hn>-'7(Diabe 
tologia)SS2 8^ 311 1 9H(1 9 8 5*£h ^'Th- 

^7(Diabetes Care). »13*» 356 1 
0HU 9903039. fiHT, *lil«££IE-r4£fc 

tf*i&X'hhtztix^&. 

[0004] mfom*%K.'?htzfr<?>-m-}5mt ix 



(3) 



24 6 84 



it. £#%mmmmwz%mzit. mLmmzmitt 

ftgflctlOT t - 1 fc «k 0 . B«lT-OtgcO»SJR^Ii 
&TS4LTiMl*£*jEU jALtlfl^^lSBDEttCft 
■ 4XXj-¥-is3 y(J.Clin. Invest.)m7 9 

m. SfSi5iojr(i9 8 7:£L mmso^. ^103 

7K(1 9 8 7*Fh H»8 7*. Sfl56 1S(1 99 1 
[00 0 5] U>>L3:#£>. 7aVi?y£mm j 3--tl 
iztnfcftmzti. 7D'J ~yy t LT©iR $fL-i.»|-^{i/h 

-r^dt*%^iiT^0. mtlf. yuu^-y^yyV 

tfmi2tiX^&tXha-?( Stroke), gtl4*, » 
3 8 8HU 9 8 3*))*>T. 5»lfc;fo;fc9.r*l£teffl 

[0006] 

[*9§:W!?ftLJ: 5 fc-rsm®] *SMBii, »»f<7)^ 

t?v n yitimmmnmmmniBmftm&mi 
< m^ru 7 x j ytmmm&h i> <ox-h § . 

[00 07] 



OH O 




[I] 



OH 

& ifcttR^Rij&Mlfcfc^T** 

£U R^ir/R^O-^^x^S^^^ti^tt 

M±*<7>mmiz?f®io i$uzm-& . 
[0008] ^mm^i immmt txit. - 



eff. fi«7/WfA«. mr^a* ymt tiitr y - 

/UST*$> & (fc*f L . # 7 x -;^f$> S t # « . 

WC R 1 ckl^R 2 * J -^t^r o X V ST* * 

[0009] **5J*>#4 UWfc£ftfc LTfi. HRsS 
tI]KfcWt % R 1 i>J;^R 2 c7)-^'ffiM7/l'3df^S 

t\ fl&ra***^ «a7;^/wa. fiar/^jfy 

[ooio] flwifcaa»sr*t4'(k^flifc lt(±. r 1 

c^c^riv^ivm. c 1 ~c 2 <7)7/W3^ 
^£4£(i7x-/l^ 4fcttR»J:R*j8MHHc$:r>T 

[0011] *»*&7nt3l-7xy VSH*fle[ I 

0 2a^^'7Xx^^v-^'^i£7l>* i: . *56Wtti*i 
2a^'7Xr^^-7-*5«J:^ fitoS^KJ^ ^-fih. 

[0012] 

immmtmrn} ^wjwti&ii 1 ]* i^<oig 

Tyt'732*. *Zv&y. V)lt'-yh. bytfyh. tf" 

ym)ts£vmmm(y *> VMm+ v u ^mm^h 
ifhzttfX'Zi. ttz. ztit,mmu±. &n&$ 
i-zmsizit. mi. *7-t/m. mi mmom 
mmmxh-oxhXK. mm. mm. nmmzm 

toWfflX'hiXt*^. -15. *8P»#f 

a. mm. mmm%*. £Et&*&£*, 7f-?«* 

[0013] &%m* ■ #& ■ tfM&tH 

SPS40^^(i. 0.1-5 0 Omg/kg. i: 0 
fctfl-l 0 0mg/kg. ^PS^^Wi. 0.0 
l-^SOmg/kg. hOfcftO. 1-1 Omg/kgT'J)!.^ 

[0014] ##»fc.Mifcr. BWftin^afe. r 1 



(4) 
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*)vm. m?)va*i,mt tzitr y ->um (tzti i . 

hhit&k. -r^ri?*>Tie-«^( I - a) 
[£8J 

OH O 



[I-a] 




OH 

ittommmmiozm*.. mid 

[£9] 

OR' O 




in 



HO 
HO' 



OR' 



no 



[£10] 

r2i/ ,c(or-) 2 pin 
[0016] ije^R^i. *®mtMm%%?m 

9V. ^nntf/i^ y;ooi^/ s rh5tKo7 
7y=3ri:>W^^. 4fc, m$mt IXit. tyv 

TV-iuxfU^yM. XfvxiVibyW&WTfVijy 

«^K*t4gae«fcffdci:*<T*. ££*n ntit 



h y T)V%)V : s y ;u h y 7;ktn r;^ yjui**- h 
l)fc*Jtt4*B*flHtti:Lrtt, &*n?)*&gfig| 
*>«»>«»Bi*8:fc J: 0 . «Utf*K*** h y * 

a. y ^a^t t'or^ y -cawf * c: 1 1 «t o 

[0017] *#»*>££*( I) +, R 1 itf R»#- 

[£11] 

OH O 




°< 



OH 



[l-b] 



/i^ - h for y -;w\nyy */m - h , 4 

[ 0 0 1 8 ] JJBORJKi. 2,4,6-30i?y. 2, 
6-JH- : Jy. eyx>, Tf7tFn77y&£f4MI 

[0019] mm^mt txm^tiiai 1 1 

[£12] 



OH O 



R'O 



R'O 




pv] 



[£131 

OHC 



"to 



LT, S(VI] 
[£14] 
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[VI] 



4. emQm^visvTvmx'vmLtzik. ?>v? 

[0 0 20] IMWm&Zh^X. 7-bb7x7yf^ 

mzxomm-zzbtfx-z. mmmm*u?s- 
izttwrF^tmrit o-c~3 owmmtz 
it. mm. T±*)vmi:¥.<r>T)Vi] j jjum. on 

[0021] ±ieoSJi5Tl# htitz79 'J n 7 x 7 vm 

zmtc. m&kmmK.mz£ vnmth £ b#x-$ & . 

mitmm^x, ±tz. m&*.mm7cx-ii. mm*. ® 
mmn^rx-mm^m^xmmiixmm-i £ t 
mmz\t. mm^mwtiza^xit. mm 
btxu. %mv>fmm^&zttfT%. mm. * 

tzmmzkirc*&. ttz. &m*%it®tzx&myt 
i±. -mt&zmTutz £ t vx-z &&m*mffl}X$> 

tUf^-ftli>fflQt&ZbtfX'ZZtf. b*)bifyb> 
£§7cL&^i>?)#l!?£L<. Z<7)£o%i><DbLX 
li. mm. *^'fb-r;WU^>l''7A(NaTeH)2r$>ff 
&Zb tfX'% 1 „ AmWT)Vl\sf b U *? M&>*. is* 
( Synthesis) „ $ 5 4 5H( 1 9 7 8 
o TPg-TI. £ *fT & , tt&MV I J fc#f U 

[ 0 0 2 2 ] JJSi7cR«fc*JV^TfflV^it4* 

iku. mizT^&vhhif^-tixcQmm&m'r&z 

btfX'Z. mm. X9S-)V. x?/-/k Thyt 
h*o7?y. B»x*/k gHft&9ra&jK*£li£ii 

fcft, 1 O-C-3 OX?&Qtth0>im± U\ 4fc, 



Btt. ^tlfc<yX7;l^t ^'^7;^*;^7*:$'-/^ 
i £ 7 1> yit<D#i±TT'RJS$-£ 4 £ fc J 
9ff-?£t* J T'#l>. ^3t5/x;Pa5^-<7)2, 3ft 

omXU. mm. f^ttyJvlV&ftOA^ 6<i£ 
£S Lfcfc^Rj £ W^^S^^JtT , 7/k& flfcORfc 

m$mwx'>mfizbiz£t)fiozbtfX'$h. m< 

jvxiv* ymrtimt h £ b i. 0 fir o £ b tfX-% h . 

[0023] m^mwm^i 1 1 )<?mmzm^t> 
tiz>7-th7*symmmiv)n. U) 

■ H7 • trti'-fiV- 7yY ■ 7r-7ya-f^ 
)V- ^5Xh»J-(J.Med.Pharm.Cheffl.). 
1 0 54H(1 9 6 2*)fcS»0*ffifci(StT. Ml 
if. 2' ,6'-z/tVu*is7-bb7±yyb2,3,4, 
e- : fYy-0-7*:l-)V-a-T>-'7)Vn\Zy 

tri6S*4a»» $>i»vMi, mmm. r.e'-v 

\zYu*i/7 J e.Y73.;yb2, 3.4, 6— rby-0 
- 7-bi-fr- a — D — h'v 7 y/P/n 5 H2: h/W 

k $ VJ±<7yfr&Tizim. m^-thzb 
izxm-rzzbtfx-zz. 
[0024] *miiz&^x . mcnv^vmb ix 
(5: ^ivm. ruvivm. ^vrntvp 
m. y^-jum. 4 vri-tim. tert -y+ivgmo 
m% i ~ 6 vm&t tz\ifttm7)i>*)vmzmfh £ 
b&?t<. b<obimmm~~4oi><7)m*u\ t 
tz. m7fra*ismbtxte. mmxb*ism. x 

'fyT'h^^S, te rt-7b^v-S^^«gCl 
- 6 ^)iilB4 fe»i4HS«^>T/P3 ^ x*^S>ff 4 £ t *>' 

[002 5 3 7»-)V&bLX\$.. 7i_;K hUvk 

4U\ 
[0026] 

itsLdsigfi. mtuzw&iTfcm&jiL* mm. 
mmmmx-mmzimk u^fl:^** 77h 

v^^-fb^tlt>7nU^>02 5fgfeUi 

mmm mm. a yx » ymmm%m( i mmm 
m . 4 y*.v yitmsmmm 1 1 mmmmm^n 
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[0027] 

imm] ore mm&xvmM&mfxxm 

[0028]5Utffll 

2'-(/9-D-^3e5>'^;^= J fv)-6 , -t Ho 
3 - ( 5 -O V (b) 7 To fjT7 x y y 
8 8 9 mgi5 itft 'J A P - h /UxyTjU* yW. 5 
OwL**)i>V%WiX+}ll OmltJni.. MlST3.5l$ 

ishww*. Kfcmhzmmm*mwi^)vitMz-. 

^7A;D?h/77^-(II: 7no*/UA/;>< 
^y-;Wr»MLT. 2'-(4, 6-O-y h^r^yf- 

3 -( 5 -<yy tb) 7 7-;W 7*n tr^-7 x / y 

4 2 5mg£$3tfefe:t»i: LT»4. 

[0029] ESI -MS(m/z) : 5 0 9 ((M + Na) + ) 
I R(nujol)cm-i : 342 0, 1620 
NMR(DMS0-d6)£ : 2 . 9 8 (2 H, t , J = 7 . 7 
Hz),3.2-3.8(7H,m), 3.2 6*5*1X3.3 6(3 

H, sX2).3.80fcJ:y4.0 7(lH,mX2), 5. 1 5 
HiiV5. 1 3(1 H,dx2, J = 7.7, 7.9Hz), 5. 
3 7*5*1X5. 5 0(1 H.dx 2, J = 5. 5, 5.3Hz), 
5.44*5*1X5. 3 0(1 H.sX 2), 5. 5 9(1 H.d, J 
= 5. 7 Hz), 6. 5 6(lH,d, J = 8. 1 Hz), 6. 7 0*5 
*tX6.6 9(lH,dx2, J = 8. 1 , 8. 4 Hz), 6. 8 8 
(lH.dd, J = 0.9,2.2Hz),7.2 0(lH,dd, J = 

I. 7, 8. 5 Hz), 7. 2 3(1 H.t, J = 8. 3Hz),7.4 
7*5*1X7.4 8(1 H,dx2, J = 8 . 4 . 8. 4 Hz) , 7. 

5 0(lH,d. J=1.7Hz),7.94(lH,d, J = 2. 2 
Hz), 1 0.8 3*5*1X1 0.8 2(lH,sx2) 

[0 0 3 0] 3gftft2 

X. ®m&&ffla<?>2'-[4,6-0-{a-*h*is'<. 
Vi? V fy) -0-D- 7>Vn My J isiVtt is) - 6 ' 
-th'nJfx-3-(5 -Ky*f (b) 7 7 To tftf 

7x7 

[003 1] ESI-MS(m/z) : 58 5((M+Na) + ) 

I R(nujol)cm-i : 34 0 0, 1 6 20 
NMR(DM SO— dg) d : 3 . 0 1 (2H,t, J = 7. 0 H 
z),3.01(3H,s),3.2 7(2H,m),3.3 9(lH, 
m),3. 5 5(lH,m),3.6-3.8(2H.m),3.89(l 
H.dd, J = 9. 6, 9. 8 Hz), 3.97(1 H,dd, J = 5 . 
2,9.8Hz), 5. 1 9(lH,d, J = 7. 7 Hz), 5.4 5 
(lH.d, J = 5. 5Hz),5.6 3(lH,d, J = 5.7H 



z), 6 . 5 7 (1 H,d, J = 7. 7 Hz), 6. 7 2 ( 1 H.d, J 
= 8. lHz),6.8 9(lH,dd, J = 1 . 0, 2 . 2 Hz), 
7.2 2(1 H.dd, J= 1.8,8. 5 Hz), 7. 24(1 H. 
t, J = 8 . 3 Hz) , 7 . 4 0 ( 3 H , m) , 7 . 4 8 ( 1 H , d, J 
= 8.4 Hz), 7. 5 3(1 H.d, J = 1.6 Hz), 7. 5 5 
(2H,m),7. 94(1 H.d, J = 2.2Hz), 10.83(1 

H. s) 

[0032] mms 

Jnvh*m*i-)vm^z>W!Mtmm 1 1 mmz l 

I, 1 -xfi/y)-/3-D-//^t7yy;^y) 
-6'-t Kodfx-3- (5-^/(b)77-/H7 
ntr*7xyy3rf#6. 

[003 3] ESI-MS(m/z) : 5 2 3[(M + Na) t ) 
I R(nujol)cm-i : 3430,1620 
NMR(DMSO-ds)^ : 1 . 3 9 (3 H,s) , 2. 9 8 (2 
H.t, J = 7.7Hz),3.22(3H,s),3.2-3.8 
(8H.m), 5. 1 2(1 H.d, J = 7 . 7 Hz), 5 . 34 (1 
H.d, J = 5. 3 Hz), 5. 5 7(1 H.d, J = 5. 7 Hz), 
6.5 6(lH,d, J = 8. 5Hz),6.6 9(lH,d, J = 
7. 8Hz), 6.8 8(1 H.dd, J = 0.9, 2. 2 Hz), 7. 
20(1 H.dd, .J = 1.8,8.4 Hz). 7. 2 3(1 H.t, J 
= 8.3Hz),7.47(lH,d,J=8. 5 Hz), 7. 5 1 
(lH.d. J = l. 5Hz).7.9 3(lH,d, J = 2.2H 
z).10.83(lH, s) 

[0034] msMA 

mmitz&^x*>ub*mxrj\'<7)ttb*)iz. xh* 

X^m^Wm<7)2' -(4.6-0-(^'xhdf^y 
f-^y) -$ -D t77 ^) - 6 ' - 1 

H i^- 3 - ( 5 V (b) 7 7-/K 7*0 h 0 * 7 x 

[003 5] ES I-MS(m/z) : 5 6 7((M + N 
a)+] 

1 RfaujoDcr 1 : 3400,1 620 
NMR(DMSO-dj)5 : 1. 1 2 (3 H.t, J = 7. 1 H 
z), 1.1 5 (3 H.t, J = 7. 1 Hz), 2. 9 9(2 H.t, J 
= 7. 3Hz). 3. 2-3.8(1 1 H.m) , 3. 9 4 ( 1 H,d 
d. J = 3. 7, 8. 5 Hz), 5.15(lH,d.J = 7.7H 
z), 5.44(1 H.d. J = 5.3Hz),5.6 0(lH,d, J 
= 5.7Hz),6.5 7(lH,d, J = 7. 7 Hz), 6 . 7 0 
(lH.d, J =8. 1 Hz). 6. 88(1 H.dd. J = 1.0, 
2. 2 Hz), 7. 2 0(1 H.dd, J = 1.8,8. 5 Hz). 7. 

2 3(1 H.t, J = 8.- 3 Hz), 7.4 6(1 H.d, J = 8. 
5 Hz). 7. 5 1(1 H.d. J = 1.3 Hz), 7. 9 3(1 H, 
d, J = 2.2Hz).10.81(lH,s) 

[0036] mm5 

2 , -(/3-D-/;l/3tf5yv-;^^^)-6 , -t Ho 
3 -(5-^/(b]77-^)7Dt*7i 7 V 
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1 33 3mg£2,4,6-3'jy'yi 5«Hdffl*U 

-fT^x-r-bhy(c-c-4 0"c(^ait. mfttw 

t? P - - h o 7 x dd*/W - h- 7 8 6 mgOtgfl; 
^^-l^y3ml^?gSr)iT-ri.. -4 0"CT'1B$®4 5 
OKTfigtl^, $ A>C5 0'C-C'6. 5B#ff|$ 
$9f£. KJmZftl 0%Wttzm\ »&x 

- mm ■. ? on^A/r-t h y ) x-mm ix, 2'- 
(4,6-o-«y^fi/y-^-D-^e7yy 

;^=Jfx)-6'-hHo^^-3-(5-<y^/(b]77 

x 7 y 9 9 4 mg£f#.i> . 
[ 0 0 3 7 ] m.p. 7 0'CM&*fc#fi?) 
FAB-MS(m/z) : 493((M+Na) t ) 
I R(nujol)cm-i : 3400.1750.1620 
NMFKDMSO-dg)^ : 2 . 9 8 (2 H ,t, J = 7. 5H 
z),3.2 3(2H,b),3.3 3(1H,ib),3.6 3(1H, 
m),4. 13(lH,m).4.1 7(lH,dd, J = 8.9,9.5 
Hz),4.2 5(lH.dd. J = 9. 5 . 9 . 6 Hz) . 4 . 4 7 
( 1 H , dd, J = 5 . 5 , 9 . 2 Hz) , 5 . 2 1 ( 1 H ,d, J = 
7. 9 Hz), 5. 7 7(1 H.d, J = 5. 9 Hz), 5. 84(1 
H.d, J = 5.5Hz),6. 5 8(lH,d. J =8. 1Hz), 
6.6 8(lH,d, J = 8.1Hz),6.88(lH,dd, J = 
0. 9, 2. 2 Hz). 7. 1 9(lH,dd, J= 1.8,8. 5H 
z),7. 24(1 H,t, J = 8. 3Hz), 7.48(1 H,d, J 
= 8. 5 Hz), 7. 5 0(lH,d. J= 1.8 Hz). 7. 9 3 
(lH,d,J = 2.2Hz),10.73(lH,s) 
[00 38]HS6#J6 

( 1 ) 2 ' - ( 2 , 3 - V- O - T^)V- fi - D - 
V(b) 7 y~)V) To x 7 y 2 8 5 3mg£ y*y 

yy? y3 OmifcaaBU, fSit^Cp- h^xyxw 
yg?9 5ingioJ:l^m'ft;U-f-'>^8 7mg$rJnt. SiBT 
4.5B88HMf». 3i^[SJMBaSE-r^. §4>tcMffit' 

*ifcfc£ft<tfH£ji&fc2 5 0 OwZftZ . usa^js^ 

1 08 0ngl:Th5tHo77y2 0niH^PL. Mig 
$C:*&T. 2, 6 -/Pf- y'y 2 8 3mg. hU^^y 
t);H- l) 7/M-ny 7 y7./y**- ho. 5 lmi£jD 
*»T2^H. «VvC^tr2l$ffiH#M-*. -e<a 

I^tVI^d-? h 7*7 -r -(?£$: 7wa*)VJ±/mi 
Xf-/WT»SLT. 2 , -(2.3-y'-0-7-b^7P- 
4 , 6 - O - ;>< ^ y - £ - D - 3 5 / 

y) - 6 • - r-fe h * y- 3 - ( 5 -<y V(t>) 7 

7-nt^7x7 y6 3 4ig£lSftiSttfti: LTtf^. 
[00 39] ES I -MS(*/z) : 60 5((M + Na)*) 



I R(nujol)ci-i : 1 7 50,1 700 
NMFKDMSO-dg)^ : 1 . 9 4 (3 H.s) , 2 . 0 0 (3 
H,s),2.0 2(3H,s),2.8-3. 1 (4 H,m) , 3 . 4 7 
(lH.t, J = 10. lHz).3.6 1(lH.t, J = 9.6H 
z),3.8 6(lH,m),4. 1 8 ( 1 H,dd, J = 4 . 9 , 10. 
0Hz).4.5 7(lH,d. J = 6 . 3 Hz) , 4 . 9 7 ( 1 H, 
d, J = 6.0Hz),5.0 3(lH,dd, J = 7.9,9.5H 
z) . 5 . 3 5 ( 1 H , t , J = 9 . 6 Hz) , 5 . 6 4 ( 1 H , d, J 
= 7. 9 Hz), 6. 9 0(lH,dd, J = 0. 7, 2. 2 Hz), 
6.9 l(lH,d,J = 8.1Hz),7.1 5(lH,d,J = 
8. 1 Hz), 7. 17(1 H.dd. J = 1.9, 8. 4 Hz), 7. 
4 5(lH,t, J = 8.3Hz),7.4 9(lH,d, J =1.9 
Hz), 7. 5 0(1 H.d, J = 8.5Hz),7.95(lH,d, 
J = 2. 2 Hz) 

[0040] (2)_IJE(l>0£jftft6 1 lmg£y?7- 

>\s-7mm(2 omi -o. 2«i)t=js»t. mmtzsiM 

ij U 5 7 9mg£ JDX „ HiST' 2 . 5 HSISBJBFf S. 

y viiY^i] yAtuwyyy <-mm-. 

J-)V) T'filS!LT2'-(4,6- 
0->fl/y-jS-D-^e7/i//Wy)-6' 
- 1 Hadf y- 3 - ( 5 -<yy (b) 7 7-;P)7°n 
7x7y4 4 4mg£f§l>. 
[0041 ] m.p.16 2. 5-1 65. 5r 
ESI-MSta/z) : 4 7 9((M + Na) + ) 
I R(nujol)cnr 1 : 3600.3330, 1625 
NMR(DMSO— dg) d : 2.88(2H,t, J = 7.6H 
z),3. 1 3(1 H.dd, J = 9. 2, 9. 4 Hz), 3.2-3. 
4(4H,m),3. 5 0(2H,m),4.0 5(lH,dd, J =4. 
6,9.7Hz),4.5 5(lH,d, J = 6. 2 Hz), 4. 9 8 
(1 H,d, J = 6.1Hz), 5. 1 2(1 H,d, J = 7. 8 Hz), 
5.4 4(1 H, d, J = 5. 3 Hz), 5. 5 8(1 H.d, J = 
5.7 Hz), 6. 5 6(1 H.d, J = 8. 2 Hz), 6 . 6 9 ( 1 
H,d, J = 8. 1 Hz), 6. 8 9(lH,dd, J = 0. 9, 2. 1 
Hz), 7.2 0(1 H.dd, J = 1. 7,8. 5 Hz), 7. 2 3 
(lH.t, J=8.3Hz),7.4 8(lH,d, J=8.5H 
z).7.5 1 (lH.d, J = 1.2 Hz), 7. 9 3(lH,d, J 
= 2. 2Hz), 1 0.84(lH,s) 
[0042] ##M1 

2'-(2,3.4.6-Th5 J -0-T-fef-;U-/8-D- 
y y/w** y) - 6 ' - b K y h 7 x 

7 y 9 6 5 mg. ^y V(b) 7 =y y- 5 - ^;PA>fb H 
3 5 Omg. X^7-;P 1 Oml^a^ftfc. 5 0%*^ 

*U'7A*»»2Bi*iarFU wsx-wmth. m 

8HtU *a*4rtW-4.-*»T*«ilO% 

mji^ti^. «ttft. «a«^e*LT, ffli?^2 , -(/s 



(8) 



Wm^9-1 24 6 84 



-D-7>ia\Z?Si'?Uttis)-6'-tVn*i/-3 
-(5-<VY{b)7?-)\s)T7*)U7x;>Z%h. 
[0 04 3] *ft£, ht>frt#)T)VlV3&3^ *S 
^.t^mi- h , J'>A2 7 OmgJ: OHM LtakSftx^ 
-J- h u ? aox ? y -^J8» l 5 ml tin * . mi&X* 2 . 

suburbs**. T-mm^Fiki. fpm&k&xim 

n-7r^57*-TSMH/t. 2'-(yS-D-^;U3t 
7 y v) - 6 ' - h K Ddf 3 - ( 5 -<y*/ 

(b) 7 7-^)7*0 x 7 >-4 8 0mg£f#£ . 
[0 044] F A B M S (m/z) : 4 6 7 ((M + Na) + } 
NMR(DM SO— dg) d : 3 . 0 0 (2 H ,t, J = 7 . 5 H 
z),3. l-3.4(6H,m),3.4 7(lH,m),3. 7 1 (1 

H. ddd, J = 1.7.5. 1, 1 1.4 Hz), 4. 56(1 H.t, 
J = 5.7Hz),4:9 3(lH,d, J = 7. 4 Hz), 5.0 3 
(lH,d, J = 5.2Hz),5. 1 0(1 H,d, J = 4.6H 
z). 5.25(lH,d, J = 5.3 Hz) , 6. 5 5 ( 1 H,d, J 
= 8. 2Hz),6.68(lH,d, J = 7. 8 Hz), 6.8 7 

( 1 H.dd, J = 1 . 0 , 3 . 2 Hz) , 7 . 2 1 ( 1 H ,dd, J = 

I. 8, 8. 5 Hz), 7. 2 4(1 H.t, J = 8.3Hz),7.4 
6(lH,d. J = 8.5Hz),7.5 3(lH.d, J = 1.3H 
z), 7. 92(1 H,d,J = 2.2Hz),l 0.98(1 H.s) 

[0 0 4 52 ###12 

(1) 2 * - (/? - D 7 SWW:**^) - 6 ' - 1 
Hodf i/- 3 - ( 5 V(b) x 
y>'4.4 4gi:> ;: ^nny^y8 0mlc7)S-^j^ N <y 
XT/Prt h'x'y f-^T-fe?-/^. 0 4gfc itfp- h 
/l^xyx/i^ygo. 1 9g$rjDx, aa-C2i*ISBI#W- 

3El-^U^7-';^5A^n7h^77>f-M: ?o 
n*/^/y^y-yP)T^tT, 2'-(4,6-0- 



<y : J y r y- /3 - d b'7 y -» - 6 ' 

- 1 Ho* x- 3 - ( 5 -<y V(b) 7 ?-)V)?u tr* 
7x7^5. 84g£#l>. 

[0046] (2)2 , -(4,6-0-'<yy*yTy->S 
-D-^ae5yx;l/3j-^^)-6'-hHndf>— 3 
- ( 5 (b) 7 5-/W7nt^7 x y > 5 . 7 8g 
£ t U x> 5 0ml (cjgff L , &S*H@ 6 . 6 5 gSrflD*. , 

- 1 oxauwcit*; imLx^m*m.~?h. %e> 

2'-(2,3-x-0-7-fef;P-4,6-0-<y-;'J 

^x- 3 - ( 5 yew 7 5x/w r o fjj-7 x y y 

7.2 4g£#S. aWn5 2 0ng*BKl0mltej8WU, 
*1 . Smifcitfp- h;wxy7.;^yi!4 SwfcJn*.. 

mmt. *wi*4mru *mk. w*t&. mm 

4 - (Sit : 9 o Q*/UA/y ? 7-/mt»§? L/C. 
2 , -(2,3-^*-0-T-fe^;P-/3-D-^3f7 

y>-;i/^^)-6'-T-feh^y-3-(5-<yy(b) 
7 7-;W roe^-7 x y v 3 6 0mg£#£> . 

[0047] FABMS(m/z) : 593((M + Na) + ) 
NMR(DMSO-ds)^ : 1 . 8 8(3 H.s) , 2 . 0 0 (6 
H,s),2.9-3. 1 (4H,m),3. 5-3.8(4H,m), 
4.7 5(lH,t,J=5.5Hz),4.9 0(lH,dd, J = 
8.0,9.8Hz), 5. 1 KlH.t,J=9.2Hz),5.5 
0 ( 1 H,d, J= 7 . 9 Hz) , 5 . 5 9 ( 1 H ,d, J= 5 . 7 H 
z) , 6 . 8 8 ( 1 H,d, J = 7 . 9 Hz), 6 . 9 0 ( 1 H,d, J 
= 2. 2 Hz), 7. 1 6(1 H,d, J = 8. 1 Hz), 7. 1 7 
(lH.dd, J =1.7, 8. 5Hz),7.44(lH,t, J = 
8. 2 Hz), 7.4 8(1 H,d, J = 1 . 8 Hz), 7 . 4 9 ( 1 
H , d, J = 8 6 Hz) , 7 . 9 4 ( 1 H , d, J = 2.2Hz) 
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Abstract: 

JP 9124684 A 



Propiophenone derivatives of formula (I) and their salts are new. Rl, R2 = H, lower alkyl, lower alkoxy or 
aryl; or R1+R2 = oxo; provided that when one of Rl or R2 = phenyl, the other is not H. 

USE - (I) are useful in the treatment of hyperglycaemia and glucose toxicity and can be used in prevention 
or treatment of diabetes mellitus. 

ADVANTAGE - When orally administered to rats, (I) accelerate excretion of sugar in mine 25 times more 
than phloridzin. Toxicity is low and the aglycon portion generated by hydrolysis of (I) in the body does not 
inhibit facilitated diffusion sugar transporter. 
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